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iPg#©M, ftrfilkg^fcOl 0 (-0. 01~50mg^W*b<. #IC0. 05~ 
[0026] X, &&m<D4lR7>'*r~&^<k& t fote* mtoXmtl1tfoVm&t£&fflbL.XQi 

R 

3fttt^)ffiflE«. ?/K7w?— 3^ 

y^- *rMh (wpw) mm&^xhz* 

[0027] *»W^^^j»^JiL^^ffiffl-r5*^«>tS#ifeH:, MSmiSliBi 

o 

&wmm<DM&bmmx*&>z> 0 
[0028] ^(c, &xfm=^mz£<>x*mw%Mcfcmz.mw~rz>t)K hbx^mm 

[0029] (ttmmi)4- (2-v^^VKr^/^HE->) -^S#^^/KttffBM. B. Moore 
, J. Amer. Chem. Soc. , 78; 5633-5636 (1956) ©SBfefrifc) 
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^#ffl^T>4-fcKodf-v'^S#^^/W 1. 66g(10mmol)Soi^/~-^6m 
Uca&JOU -rbV^^h^yVO. 68g(10mmol)§:»Lfc 0 — (2-*tzn:n 
*f-jV)-*y^;VT^yt&BM.l. 51g(lO. 5mmol)&7kl0mU£?g*i|U 7k$Mfr?" 
WAO. 42g(10. 5mmol)^»L,— =^^(2-*oo:n^/V) -i^^T? 

tefth, i}\\mmffi,T\zi. smmuLfcZtto 5%mm*m\iu ELfcmz&te.^^ 
m*mm^y**sVMz.xifrm^. ^rid**i«*%fTV\ nmm. 57 g &#fc 

(W:23%) 0 

1H-NMR (300MHz, CDC13) : 5 = 7.98(d, 2H, J=9.0Hz), 6.93(d, 2H, J=9 
.0Hz), 4.34(q, 2H, J=7.1Hz) , 4.11 (t, 2H, J=5.7Hz), 2.74(t, 2H, J=5.7Hz) , 
2.33 (s, 6H), 1.38 (t, 2H, J=7.1Hz) 

13C-NMR (75.5MHz, CDC13) : 8 =166.40, 162.56, 131.52, 123.04, 11 

4.14, 66.25, 60.62, 58.18, 45.95, 14.39 

[0030] (itWJ2) 3- 

300mLHop^^=i{^3-tKc2^-4-^h^iX-^S#^ni^/V 10. 0g(5 

1. OmmoDi N,N-v^^*/W*T^K lOOmL&AthMWf&Ml-tz-o -0>88£ 

ifeMT. 7K^b^hy^(60wt%)5.7g(143mmol)^j!jDU. ^fe^te^o 
fc^fc, ;k) -^f /VT^^^^n^K 11. 0g(76.4mmol)£: 

frV\ *^Aofclmol/L&^SJS$t£t£AU Mfe£:pHl£U glPfife^^ 
TT?**6U BW« 3. 4g£#fc0&^:25%) 0 

1H-NMR (300MHz, CDC13) : 8 = 7.68(dd, 1H, J=2.0, 8.4Hz), 7.58(d, 1 
H, J=2.0Hz) , 6.88 (d, 1H, J=8.4Hz) , 4.35 (q, 2H, J=7. 1Hz) , 4. 16 (t,2H, J=6 
.0Hz), 3.90 (s, 3H), 2.80 (t, 2H,J=6.0Hz), 2.35 (s, 6H), 1.38 (t, 3H,J=7.1 
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Hz) 

13C-NMR( 300MHz, CDC13) : 6 =166.29, 153.36, 147.85, 123.71, 12 
2.91, 113.88, 110.49, 67.14, 60.67, 58.03, 55.87, 45.91, 14.32 
IR(KBr) : v =2941, 1713, 1601, 1515, 1428, 1291, 1271, 1219, 1133, 
1027, 765cm -1 

[0031] (mMMDL2- (4-x.b3ci/Jj/^~fr-7^y^y) - - bV ^;vr^^=^ 

25.0g(0.11mol)£r^/— /V 250mL^^ Lfc 0 ^UMWT. p-M^ 

23.6g(0.13mol)£»]^ 50 V,\^m^C2^mm.W^ 0 M 

m^^u^htht-mm^^y—^ ioom^tmm^^ 5oomL<D^^^^ 

W^LT. 35.9g£#fc0tSi^:81%) o 

1H-NMR (300MHz, DMSO-d6): 5 =7.95(d, 2H,J=6.6Hz), 7.49 (d, 2H 
,J=6.3Hz), 7.10(m, 4H),4.54(m, 2H),4.29(q, 2H,J=5.1Hz), 3.82(m, 2 
H), 3.19(s, 9H), 2.29 (s, 3H), 1.31 (t, 2H, J=5.1Hz) 

13C-NMR (75.5MHz, DMSO-d6) : 6 =165.21, 161.08, 145.73, 137.4 
6; 131.07, 127.93, 125.41, 122.84, 114.62, 63.92, 61.82, 60.32, 53.05, 
20.69, 14.13 

[0032] 3- fcKn^S/-4-^h^-gcS#®^vV 

500mL4o P 7 7*=* iZ3 - 1 Kn^>- 4 —*h%-is - 20.0g (0. 1 2mol 
)^h7bKci^^^ 200mL^Ati^bfCo ^O^lC, 1ST, VV^^T^ 
80mL(0.57mol)£^nU ^<D^ fifc^v^^vw 40mL(0.31mol)?r^Pb-C*P 

u &mM*?>w&, n&Txwkffivtc* mhtita%m%. t^y>:^^=i -a 
&mmmmt^%^})%^#7J>.?v^b?77\zxmmu 2i.i g £#fc( 

M:90%) o 

1H-NMR (300MHz, CDC13) : 8 =7.62(m, 2H), 6.86 (d, 1H, J=8.6Hz), 5. 
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76 (s, 1H), 4.34(q, 2H,J=7.1Hz), 3.93(s, 3H), 1.37 (t, 3H, J=7.1Hz) 
13C-NMR(75.5MHz, CDC13) : 6 =166.33, 150.33, 145.18, 123.69, 12 
2.67, 115.56, 109.79, 60.72, 55.96, 14.29 

IR(KBr) : v =3356, 2988, 1693, 1613, 1588, 1515, 1374, 1307, 1280, 
1215, 1127, 1023, 764cm" 1 

[0033] mmms)3- (2-^^r^/^h^^) 

TEL 

tt&m2~?&btl1t3- -4- 
>V 2.67g(10mmol)^^k^l/^ 53mLfci8A?U ^-S0°C\Z.l^mU^ o HH 
-fb*«^*(lmol/U!ft^^W»»g) 12mL(12mmol)£MTUi 0 ^m^ML-X 

^k7Km-^y-/^^4mL^PX..WmU^ H B B^i©, IfeJiU-C, @W^J 1- 
74g£#/c0W:6O%) o 

1H-NMR (400MHz, CD30D) : 5 =7.69(s, 1H), 7.68 (d, 1H, J=8.8Hz), 6 
.98 (d, lH,J=8.8Hz), 4.46 (t, 2H, J=5.0Hz), 4.37 (q, 2H, J=7.2Hz), 3.68 (t, 
2H, J=5.2Hz) , 3.07 (s, 6H) ,1.41 (t, 3H, J=7.2Hz) 

13C-NMR(100MHz, CD30D) : 5 =165.89, 151.11, 144.87, 124.51, 1 
21.40, 114.78, 62.39, 60.08, 55.87, 41.85, 12.75 

IR(KBr) : v =3218, 2968, 2700, 1700, 1607, 1523, 1437, 1300, 1213, 
1117, 759cm _1 

[0034] m J Sm^)\2- (5-^^^/V^^-2-tKn^>>-^^y^) -s&M-Y 

^tvmmm. 1.08g(3.73mmol)£rgm^/W;ifi$®U lmol/L T^mit^hV 

SMSUt. 81?**^/—^ 20mU-|gfi?U aWWf/l' 0.64g(4.51mmol). ^ 
^tK^*!^ 0.37g(3.70mmol)Sr*P^T*?&-C60 < ClObnS&Ufco 3^F^*P^ 
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mw^ ?&*pu m&t:*>&i>ito zm&mmu x&tozxim&mm.. imoi/ 
M&xmffi, nmu ^y-^mxmmx,x, mm^^hnm^x. 0.68 

g(D @ foto&mtc (JR* : 60%) o 

1H-NMR (400MHz, D O) : 5 =7.48 (d, 1H, J=8.4Hz), 7.43(s, 1H), 6.82 

2 

(d, lH,J=8.4Hz), 4.41 (br. 2H),4.19(q, 2H,J=7.3Hz), 3.73(br, 2H), 3.1 
4(s, 9H), 1.22 (t, 3H, 7.2Hz) 

13C-NMR(l00MHz, D 2 0) : 5 =170.45, 153.55, 147.34, 127.25, 123.1 
9, 117.97, 116.74, 66.94, 64.74, 64.00, 55.90, 15.42 

IR(KBr) : v =3408, 1704, 1516, 1291, 1218, 1108, 1024, 975, 765cm -1 
[0035] (Hife^!)5)4-(2-v ? ^/^T5/^h^ri/)- ^^irV^/J^^hW^ 

v^vV- (2-Z7^/^-^-^-M -T^7.00g(42.4mmol)£r*S7k@1^ 35 
mUcmmU Tk^mX^mVtio 95%fiKfife 9.63g(93.3mmol)£rF*3mO°C£lT 

xmmu Mffi$tm&. a- womuzmmu ^*p#. zt&uzo z&i&Wk 

«&U ftMUt1&M l &2>T&LXR&} l b 8.36g£r#fcOW:74%)„ 

1H-NMR (400MHz, D O) : 5 =7.68(d, 2H, J=8.8Hz), 7.01 (d, 2H, J=8.8 

Hz), 4.33 (t, 2H, J=5.0Hz), 3.53(t, 2H, J=5.2Hz) 

13C-NMR (400MHz, D O) : 8 =158.12, 133.61, 125.61, 112.90, 61.79, 
54.66, 41.70 

IR(KBr): v =3431, 3097, 2770, 1599, 1180, 1032, 844cm _1 

[0036] mmme)4- {2-^^^r^y^v^y) ^(iv) mmit 

£^#B8$CT\ 4— fcKo^>#J&#BI^Vl' 20g(0. 12mol)£^l/^y=<— 
;^f^x^f;V300mL^^tfc ^?&}t#T, 60%*#*b^y?A 11.6 

g(o. 29moi)&25ftmmrtxft&\m\ivtc^ 5ox:K^uvmmm.wvtc 0 $b 
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9. 4 g (o. i4mo\)^mmmfx^mnvtzM. -gi^mmw^o *?&t* & 

Z.bXBK)m26. 3g£r#fc : 92%) „ 

o 

[0037] mmm7) 3- (2-sw/ur$y:*Hf~» -4-^h=¥v-^m#^^(-^ 

(iv) ia*Mb£*W 

JtWJ2i:lt^b-C, l&^25%^b, l|X^94%i:^:*S^l|X*<DfR]-t^?t^^ c 



[0038] (H«ij8)4- (2- W^/VT^^-^H^vO K^^3) 

^ii6^Il-e#^tlf'[2- (4-xh^;^/P-7x/^^) -rc^/V]-B>^ 
;l/7y^=^A p-h/V^i^/V^— h S.SgtO.OlSmolMCTklSOmL^r^nU 

^taif imoi/L7kmit^hvvj*7kfem3mL.%miM\^xmmmw^t^ 

A402BLCLM) -C^bfCo ^^©g^Iit, #bH^mi.91g^^^^ 
3mL£gfc8£^,V lOmLO^^^^S^^i-^-^-e @ mm 1-56 g£# 

fc (Jft*& : 54%) o 

1H-NMR (300MHz, DMSO-d6/D 0 = 8:1) : 8 =7.85(d, 2H,J=8.6Hz), 
6.9l(d, 2H, J=8.6Hz), 4.43(m, 2H), 3.78(m, 2H) , 3.19(s, 9H) 
13C-NMR (75.5MHz, DMSO-d6/D 0 = 8:1) : 6 =171.14, 158.90, 133. 
20, 131.49, 113.94, 65.04, 62.23, 54.14. 

IR(KBr) : v =3437, 1606, 1549, 1382, 1249, 1175, 962, 792cm" 1 
[0039] mmm9) [2- (5-*/V-#^>-2-tKn^>-^y^V) -ai?vV]-HW v ' 
T ^^<7^^07-TK (41^327) 
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^^W-yy^jVT^^—VWwyJY 0.68g(2.24mmol) ^lmol/LTK^b^ 
hVtyJ* 9mL (9mmol) &JP;LtJtt*U T/l^Vg&Lfco ^rCin#P^JI#U 1 

moi/iMmx»pHi tu Mm. vlwuzo mm%*?;-^xmm. %,m&n\*\ m. 

%)„ 

1H-NMR (400MHz, DO): 8 = 7.58(dd, 1H,J=2.0, 8.0Hz), 7.52(d, 1H, 

2 

J=2.0Hz), 6.97 (d, 1H, J=8.0Hz), 4.55 (br, 2H), 3.91 (t, 2H, J=4.8Hz), 3.3 
3 (s, 9H) 

13C-NMR(lOOMHz, DO) : 5 =170.63, 151.38, 145.87, 126.30, 122.4 
7, 116.57, 115.89, 65.83, 63.63, 54.84 

IR(KBr) : v =3451, 3017, 1673, 1598, 1518, 1449, 1311, 1231, 1193, 9 
80, 765cm" 1 

[0040] (Hife#rjio)4- (2-hV ^-fvry^^r-^Y^y) — o^^jw*^— h (4k& 

%959) 

-£ 3.43g(12.8mmol)^W— ^ 50mL^Px. % 1.98g (18.7mm 

olK *Wk^/U 3.18g(22.4mmol)^P^T^m-e60 c C^PfiL, lB#ra8£#L 

/Co fttmm, mmv. mm^* ^on^M^x^m^^o^ . z>WL*mmL.x-4 

^Z&kfv^yjf^z?^— (Amberlite (jg^) IRA400JCL, 30 
%^7k^^y— /^^ffj^^UTS t&m<D\itffo*fo 2.85g£#fcOIX^:80%) 0 
1H-NMR (400MHz, D O) : 5 =7.63(d, 2H, J=9.2Hz), 6.95 (d, 2H, J=9.2 

2 

Hz), 4.37 (m, 2H), 3.68 (t, 2H, J=4.6Hz) 

13C-NMR (400MHz, D O) : 5 =160.06, 136.70, 128.29, 115.57, 65.82, 

2 

62.76, 54.88, 54.83, 54.79 
IR(KBr) : v =3469, 1638, 1459cm" 1 
[0041] (H%0y 1 1 ) [2 - (4 - Jj/ls&^l/- 2 - tKcidr^^/dri/) - =c^A/] - h!WA- 
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[2- (5- ^h^yJJSl'tf-*- 2-^**^-7*/*^) -x&M-W? A ' 7 ' 
^^—V&tnyJYCDfcfr*)^ [2- {4-^y*^3i;V'$^/V-2-yiYv3r , S-7*- 

1H-NMR (400MHz, DO): 6 = 7.43(dd, 1H,J=2.0, 8.6Hz), 7.32 (d, 1H, 

2 

J=2. 4Hz), 6. 92 (d, 1H, J=8. 4Hz), 4. 46 (br, 2H), 3. 75 (t, 2HJ=4. 4Hz) , 
3. 15(s, 9H) 

13C-NMR(100MHz, DO): 8 =216. 60, 165. 91, 146. 02, 140. 76, 11 

2 

9. 53, 112. 93, 108. 79, 58. 55, 50. 00 

IR(KBr) : v =3397, 3019, 1678, 1460, 1311, 1220, 971cm -1 
[0042] mMffll2) [2- (4-#/^^-3-K\?v**i< r 7ai/*t') -V)^^ 
T>^=-VJ±?V7^V (^^43) 
[2- (5-=zh*i/$/\s7$~/^-2-t\?v*^--7x.;3ris) - =z*f- >V\-V) ^ >VT 

i/^-r^j^n^K^ft^^ [2- (4-x-h^>*>/^~ /V— 3— 

1H-NMR (400MHz, D O) : 6 =7.69(d, 1H, J=6.6Hz), 6. 42(dd, 1H, J=l 

2 

. 8, 6. 0Hz), 6. 31 (d, 1H,J=1. 8Hz), 4. 36(br, 2H) , 3. 74(t, 2H,J=3. 3H 
z), 3. 23 (s, 9H) 

13C-NMR (75MHz, DO): 5=175. 83, 162. 27, 162. 01, 132. 65, 112 

2 

. 83, 106. 98, 102. 04, 65. 77, 62. 45, 54. 79 
IR(KBr) : v =3401, 1593, 1443, 1377, 1262, 1165cm -1 
[0043] (M1&W13) [3- (5-#/V^i/-2-tKn^-^y^V) -:/otM - W 

[2- (5-^3rV#/W^— A>— 2-tKn^>-7^^V) —x.f-M-Wf 1 ' 7 ' 
y^~?7J±?xi7s(}?<Dttt>'9^ [3- (5-3ih^>^77W^^/V— 2-tKo^5/-73i 
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1H-NMR (400MHz, D O) : 8 = 7. 50 (m, 2H) , 6. 83 (d, 1H, J=2. 5Hz), 3 

2 

. 94 (t, 2H,J=7. 2Hz), 3. 30 (s, 9H), 3. 24 (t, 2H,J=4.8Hz), 2. 15 (m, 2H) 
13C-NMR(100MHz, D O) : 6 =172. 01, 148. 20, 145. 90, 123. 80, 12 

2 

3. 15, 117. 22, 116.22, 71. 10, 64. 50, 49. 70, 23. 40 

IR(KBr): v =3445, 3017, 1667, 1518,1225, 1193, 970, 765cm -1 

[oo44] mmm\3m±m&m 

*%wik&m(n^±fe*mm^&tebik&mz. 9, 27-33, 39, 56, 60, 66, 

[0045] (mmmi4)*&wfc&w<Dm?mmmnm 
[0046] l.wwmxtf^ 

*$£W<D4k&m3, 9, 27~33, 39, 56, 60, 66, 71, 77£^fflUh 0 *j-$t 

3) ^m<DmmmRxfmmmm 

*&Wfc&m : 3Ing^c/J^^^t$t^fci^>'y/^^-E^^3a^:m^^2^lLA^^^il 

£it\ 3mg/2mL^p$^b/c 0 fflBtf^S^UCo 

^7*V : 30mg/20mL<7}&lt#jT&5<DT&M£#&U Lfc 0 

[0047] 2. &.mm®RT$mi^0kW 
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yyh.Cry. Wistar^, Wk. 7jlfft(B ^^—A**!^— fle^tfc) 
[0048] 3. iOfc&'ifc 

3) #&^5tftf>fNiffi 

©;#&fc3pCTf¥flIiUt, fl&&0>lBlflu Ufc<DteCfh^ fc~&tn&(D 
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Cfcifti WE9#— Wil^ ^«H^*:ittJiH4«»«©^*W^ 

f&lSfe 7^^V^fcilil)5itffPi^igWS^f^, 1?^ 8,1-8,1986 
C£Sfc2) Petullo, D. , Masonic, C. , Lincoln, C. , Wibberley, L. , Teliska 
, M. andYao, D. L. : Model development and behavioal assesement of 
focal cerebral ischemia in rats, Life Science 64, 1099-1108, 199 

9 

[0049] [^4] 
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4) 51»aigOfpffi 

#>^#t<DfNffi# l#Ba luUHtet 5 «t5 I^^U^co- ^r-dy KCENV-57 
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6, Med Associates Inc. ) £fflV>T. n-/K±tCfM£)£gV ^tz6$<Dffi&m$%fflfe 

%TTC (2, 3, 5-triphenyltetrazolium chloride, ftj^fc&^llltfc^^rft:) Vk&M. 7 s 
i/?/l-Jj*7X^KWi&$:ft^\ M^M^fy^h (Image Tool ver.2. 00, UTHS 

[0050] m^mom^m (%) =[nyh P -;n¥ (^s^^tk^^p) t^rt^a®*® 

^P(^S6<]^7K^i¥)^^{tM«*®«c»W^(%) x ioo (%) 

[0051] ^5ic, jj^soto^ nmfcvto&w. wW}m.m<D&w<7>$j}^m^x, m 
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[0053] *mnm\z.x*) s ^mm^t^-m^ mf-M^y^^mm ^Jtu-c. iti© 

[0054] (H*fe^l4)3mg'^*^^ 

[0055] mmmis) ^^^yh^T^^om^^^m^/ucx^m^t^ 

66H, lQSS^SrtT&ofco 
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Gould Electronics) ICgSftU ^-My?-^t^y 
tV^"*— (Gould Electronics) 1r— T/UT'fWa-*'— (TA-1 K Gould 
Electronics) i^jfiLjEJtt^'^tt^cSrlB^L/Co 

* ( p- g/kg) zttwjiL (fc^mmmmrtM. ^swr^-r v&s^b-ok 

[0056] 



[«6] 
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[0057] m^7jk-t£?\z. ^mmcDmm^mx^r v^r^^^^Au-tms:-^*^ 
KMvxttmwj:fc^mmm<7>v>mi?yK°^h'3. 9mg/k g (z^y^y^t\,x3. 

175 n g/kg, 247 M g/kg^«9, Vl/mity^y^hltttt^WmftR^^* 1 

[0058] (HWJl6)^/v^h^^(t5^S»^f^ffi^t* 
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543H. 1992^) 0 

[0059] [*7] 
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[0062] 



[0061] mmmi7) 4*&ikwmftLfoti!m*7/i'£&&&w* 

i$:M^)10kg(D^^-OW<^^—^(f^m) (30mg/ml/kg) (Cj;<9f&#U 
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[0063] msK^x^mm^mmm^^mx^mi^nmmmm^^ws^ 

[0064] (H2fe#iJl8) ^hJ^I&L?l«^'MPtW^X><J:^^^ 
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^©*= a -U^At, mYTsXi?~-y— (TP-400T. P *%m RTfEEU-T 

fit ^JKfC#(j-^«ff-(JB-10U> AB-651J. 0*3tm)^ba'J^LfCo 
ff^^ff^^^^ff (AT-601G. 0 t-^S'J^U ^(i^ffi-^^h^ffi 

V v C36.5±0.5 c C^#W-fco 

bfc 0 ^fe^jfe^saiil**. 5^IWlc^rt5^^«tt, &lM^»Ib<0#S«: 

[«9] 
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o 

[0067] (HWJ19) (5%fC#J) 

[0068] (mmm2o) ao%m%o 
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[0069] mMM21) (0. l%8Lfrm) 

[0070] ^Koff^4^T>^e^!>^b:^«, IM^p°p. #^ifo.«P* mn$m%h m 
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extent that no meaningful international search can be carried out, specifically: 
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Claims Nos.: 

because they are dependent claims and are not drafted in accordance with the second and third sentences of Rule 6.4(a). 



Box No. Ill Observations where unity of invention is lacking (Continuation of item 3 of first sheet) 



This International Searching Authority found multiple inventions in this international application, as follows: 
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1 CZI As all required additional search fees were timely paid by the applicant, this international search report covers all searchable 
claims. 

2 - Q As all searchable claims could be searched without effort justifying an additional fee, this Authority did not invite payment of 
any additional tee. 

3 * I— ' As only some of the required additional search fees were timely paid by the applicant, this international search report covers 
only those claims for which fees were paid, specifically claims Nos.: 



4 * I No required additional search fees were timely paid by the applicant. Consequently, this international search report is 
restricted to the invention first mentioned in the claims; it is covered by claims Nos.: 



Remark on Protest Q ^ adm>ngd sea rch fees were accompanied by the applicant's protest. 

D No protest accompanied the payment of additional search fees. 
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